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AMENDMENTS TO THE CLAIMS N@@§f|Vj|D 

1-2 (Canceled) CENTAL FAX CEMTgR 

JAN 1 A 2008 

3. (Previously presented) A compound having the formula (I): 



Ho 2 c'^>r / 




H0 2 C v m ^ = ° 
HN 



and salts thereof; 

wherein R is: 

B 

^ N (X) n A 

wherein X and X" are independently OO, OS, C=NH, C=NR X , SO or 

SO2; 

wherein n is 0 or 1 ; 

wherein R x is alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X"R Y , H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl 
or heterocyclyl; 

wherein R Y is hydrido, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 

heterocyclyl or hydroxyl; 

wherein A is H, NH 2 , NHR A , NR A R B , alkyl, alkenyl, alkynyl, alkoxy, 
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aryloxy, aiyl, heteroaryl, cycloalkyl or heterocyclyl; 

wherein R A and R B are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 

wherein when n is 0, then A is additionally: 

O jj O 

— £-P OR 50 — 1-P R 52 or — |-p OR 50 

OR" R 53 R 53 

wherein each of R 50 -R i3 is independently Ci-ds alkyl; 
alternatively, wherein B and A together form a 5-7 membered 
heterocyclic or heteroaryl ring; 

wherein R. 1 is 

B' 

1 N {X'),,, A* 

< ; 
wherein X' and X'" are independently C=0, C=S, C=NH, C=NR X , S=0 or 

SQz; 

wherein m is 0 or 1 ; 

wherein R x is alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' is X'TtT, H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl 

or heterocyclyl; 

wherein R r is hydrido, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 

heterocyclyl or hydroxyl; 

wherein A' is unsubstituted alkyl, alkenyl, alkynyl, alkoxy, aryloxy; or 
alkyl wherein one or more hydrogen atoms is replaced by a substitutent 
group selected from acyl, amino, acylamino, acyloxy, carboalkoxy, 
carboxy, carboxyamido, cyano, halo, hydroxyl, nitro, thio, alkenyl, 
alkynyl, cycloalkyl, heterocyclyl, aryl, heteroaryl, alkoxy, aryloxy, sulfinyl, 
sulfonyl, oxo, guanidino, and formyl; 
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provided that when B* is H then (X'V-A'.is other than 

(a) -CfOXd-Cieunsubstitutedalkyl^NHa; 

(b) -CCOCCi-C^unsubstitutedalkyl^NHCCO)^, wherein R D is -Ci- 
Cig unsubstituted alkyl, or -C r Cis selected substituted alkyl wherein one proton is 
replaced by a hydroxy!, carboxyl or C1-C3 alkoxy, or one to three protons is replaced by a 
halo substituent; 

(c) -C(0)Ci-Ci8 unsubstituted alkyl; 

(d) -C(0)C4-Ci 8 unsubstituted alkenyl; 




wherein R 54 is selected from C1-C17- unsubstituted alkyl or C2-C17- 
unsubstituted alkenyl; wherein R 55 is selected from hydroxyethyl, hydroxymethyl, 
mercaptomethyl, mercaptoethyt, methylthioethyl, 2-thienyl, 3-indolemthyl, phenyl 
optionally substituted with a group selected from halo, nitro, Ci-C 3 -uiisubstituted alkyl, 
hydroxy, Ci-C 3 -unsubstituted alkoxy, C i-C 3 -unsubsituted alkylthio, carbamyl or Ct-C 3 
unsubstituted alkyicarbamyl; or benzyl optionally substituted with a group selected from 
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halo, nitro, Ci-C 3 -unsubstituted alkyl, hydroxy, Ci-C 3 -unsubstituted alkoxy, Ct-C 3 - 
unsubsituted alkylthio, carbamyl or C r C 3 unsubstituted alkylcarbamyl; wherein t is 0 or 1 
and wherein u is an integer from 1-3; 

(f) -C(0)Ci-Cia selected substituted alkyl wherein one proton is replaced 
by a hydroxy!, carboxyl or C1-C3 alkoxy, or one to three protons is replaced by a halo 
substituent; and 

(g>an amino protecting group; and 

wherein when B' is H and m is 0, then A' is other than C4-C14 
unsubstituted alkyl; 

wherein R 2 is 




wherein 1C and K' together form a C3-C7 cycloalkyl or heterocycly 1 ring or 
a C5-C10 aryl or heteroaryl ring; 

wherein J is hydrido, amino, NHR J , NR J R K > alkyl, alkenyl, alkynyl, 
alkoxy, aryloxy, aryL, heteroaryl, cycloalkyl, heterocyclyl, alkylamino, hydroxyl, thio, 
alkylthio, alkenylthio, sulfinyl, sulfonyl, azido, cyano, halo, 

1 J ; 

S"^^ NR 14 R 15 ^ — l-S^^OR 1 8 

wherein each of R 24 , R 2 \ and R 26 is independently alkyl, cycloalkyl, 
heterocyclyl, aryl or heteroaryl; or R 24 and R 2S together form a 5-8 membered heterocyclyl 
ring; 

wherein R J and R K are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl or heterocyclyl; or 



Page 5 of 69 

PACE 1 1/75 * RCVD AT 1/14/2008 1 :20:01 PM [Eastern Standard Time] * SVR:USPTO-EFXRF-6/42 * DNIS:2738300 * CSID:4125315526 * DURATION (mm-ss):20-00 



Jan 14 2008 2:1GPM Cubist Pharmaceuticals 4125315526 p. 12 



US Serial No. 09/737,908 



Attorney Docket No. C059-03 US 



alternatively, wherein J, together with R 17 , forms a 5-8 tnembered 
heterocyclyl or cycloalkyl ring; or 

alternatively, wherein J, together with both R 17 and R 18 , forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R 17 and R 18 is independently hydrido, halo, hydroxyl, 
alkoxy, amino, thio, sulfinyl, sulfonyl or 



NOR 22 



;or 



wherein R 17 and R 1 * taken together can form a ketal, thioketal, 



=P=0 > =<=S > =|=NOR 22 or =<=NNR 22 R 23 



wherein each of R 22 and R 23 is independently hydrido or alkyl. 



4. (Previously presented) A compound having the formula (I): 
R 2 



ho 2 c-^Y^ T 

HO yt=0 O 

NH 

1 



HN 

HQ 2 C^ ^=Q 




HQ 2 C 

and salts thereof; 

wherein R is: 



(i) 
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B 



N (X) r A 



wherein X and X" are independently OO, C=S, C-NH, C=NR X , S-O or 

SO2; 

wherein n is 0 or 1; 

wherein R x is alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycioalkyl, 
heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X"R Y , H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycioalkyl 
or heterocyclyl; 

wherein R Y is hydrido, alkyl* alkenyl, alkynyl, aryl, heteroaryl, cycioalkyl, 
heterocyclyl or hydroxy I ; 

wherein A is H, NH 2 , NHR A , NR A R B , alkyl, alkenyl, alkynyl, alkoxy, 
aryloxy, aryl, heteroaryl, cycioalkyl or heterocyclyl; 

wherein R A and R B are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycioalkyl, heterocyclyl or carboalkoxy; 

wherein when n is 0, then A is additionally: 
O jj O 

— ^-P OR 50 — |-P -R 52 or — ^-P OR 50 

OR 31 R 53 R 53 

wherein each of R 50 -R 53 is independently C1-C15 alkyl; 
alternatively, wherein B and A together form a 5-7 membered 
heterocyclic or heteroaryl ring; 

wherein R 1 is 

B' 

__> 1 

1 N (X') m A' 

wherein X' and X"' are independently C=0, C=S, C=NH, C=NR V , S=0 or 

SO2; 
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wherein m is 0 or 1 ; 

wherein R x is alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' and A 1 together form a 5-7 membered heterocyclic or 
heteroaryl ring; 

wherein R A and R F are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 
wherein R 2 is 

3 16 j 




wherein K and K* together form a C 3 -C 7 cycloalkyl or heterocyclyl ring or 
a C5-C10 aryl or heteroaryl ring; 

wherein J is hydrido, amino, NHR J , NR j R k , alkyl, alkenyl, alkynyl, 
alkoxy, aryloxy, aryl, heteroaryl, cycloalkyl, heterocyclyl, atkylamino, hydroxyl, thio, 
alkylthio, alkenylthio, sulfinyl, sulfonyl, azido, cyano, halo, 
S S 



A. 



, _ ^ or ' , _ 

-l—S^ NR^R 25 ~|" S OR29 

wherein each of R 24 , R 25 , and R 26 is independently alkyl, cycloalkyl, 
heterocyclyl, aryl and heteroaryl; or R 24 and R 25 together form a 5-8 membered 
heterocyclyl ring; 

wherein R J and R K are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with R 17 , forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 
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alternatively, wherein J, together with both R 17 and R 1 *, forms a 5-8 
membercd aiyl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R 17 and R 18 is of hydrido, halo, hydroxy!, alkoxy, amino, 
thio, sulfinyl, sulfonyl or 

•NOR 22 

;or 

wherein R 17 and R 18 taken together can form a ketal, thioketal, 
z%=0 » =|=S > =|=NOR 22 or =|=NNR 22 R 23 

3 

wherein each of R 22 and R 23 is independently hydrido or alkyl. 
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5. (Previously presented) The compound according to either of claims 3 or 
4, wherein R is 



R 



i> R» R 9 R 



^ R 1 R» R 

f | N— R* | I I R 5 

X -« R» R 3 OH 



R 3 R* 



OH 



I 



wherein each of R 3 , R 4 R 5 , and R 6 is independently hydrido, alkyl, aryl, 
heterocyclyl or heteroaryl, and wherein R 44 alkyl, aryl, heterocyclyl or heteroaryi. 
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6. (Previously presented) The compound according to claim 5, wherein R 



is 



R 3 * R 3 



OH 



R 3 OH r3 

wherein R 4) is alkyl, aryl-substituted alkyl, substituted phenyl, heteroaryt, heterocyclyl, 

optionally substituted (C 8 -Ci 4 >straight chain alkyl or SR? ; wherein R 7 is an 

alkyl group* 



7. (Previously presented) The compound according to claim 6, wherein R 

is 
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/A 



'(C 8 -C 15 )-s1ra!ght-c*iain alkyl 



A 



(Ca-C 13 )-straigh(-ctiain alky) 



R 8 




R 3 OH 



or 



O OH 



R 3 



wherein X 3 is chloro or trifluoromethyl and wherein q is 0 or L 



is: 



8. (Previously presented) The compound according to claim 3, wherein R 1 



O 



OR 9 



NH 2 



or 



H 




R 13 



wherein R 8 is a natural amino acid side chain or an amino acid side chain 
that is not naturally occurring; 

wherein R 9 is hydrido, alkyl, aryl, heterocyclyl or heteroaryl; 
wherein R 12 is heterocyclyl, heteroaryl, aryU or alkyl 

provided that R 12 is other than C3-C13 unsubstituted alkyl; and 
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wherein R 13 is (Ci-Ca-alkyl) wherein one or more hydrogen atoms is 
replaced by a substituted group selected from acyl, amino, acylamino, acyloxy, 
carboalkoxy, carboxy, carboxyamido, cyano, halo, hydroxyl, nitro, thio, alkenyL, alkynyl, 
cycloaikyl, heterocyclyl, aryl, heteroaryl, alkoxy, aryloxy, sulfinyl, sulfonyl, oxo, 
guanidino, and formyL 

9. (Previously presented) The compound according to claim 8, wherein R 1 

is: 



12 or 

H 




wherein R 8 is tryptophan side chain or lysine side chain; 
wherein R 12 is imidazolyl, N-methylimidazolyl, indolyl, quinolinyl, 
benzyloxybenzyl, or benzylpiperidenylbenzyl- 

10. (Previously presented) The compound according to either of claims 3 



>- ~OR 26 

or 4, wherein J is hydrido, amino, azido or 

wherein R 17 and R 18 taken together form a ketal, 

=5=0 or =|=NOR 22 

or wherein R 17 is hydroxyl when R 18 is hydrido; 
or wherein J, together with R 17 , forms a heterocyclyl ring. 

1 1 . (Previously presented) The compound according to claim 1 0, wherein 
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R" R 16 



or 




wherein R 17 and R 18 taken together form a 
=P=0 or =<=NOR 22 



, wherein R 22 is H or alkyl; and wherein R i9 is 



— >-S' 



s 

1 

r^oR 26 



hydrido, amino, azido or 

12, (Previously presented) The compound according to claim 1 1, wherein 



R 2 is 



NH 2 




1 3. (Previously presented) The compound according to claim 3 wherein 
said compound is 



Cpd# 


R 


R' 


R 2 


37 


NHCO(CH 2 ) 8 CH 3 


r 

HN NH 


4^5 
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38 


NHCO(CH 2 ) 8 CH 3 




AS 


39 


NHCOCCH 2 )8CH3 


O OCOCH 3 
T" OCOCH 3 




40 


NHCO(CH 2 ) 8 CH3 




AS 


41 


NHCO(CH 2 ) 8 CH 3 


HM'^Y^'NHBOC 
"IT NHBOC 


AS 


42 


NHCO(CH 2 ) 8 CH 3 


NHBOC 


AS' 


43 


NHCCXCH 2 ) 8 CH } 


^* 

*T~ NHBOC 




44 


NHCO(CH 2 ) 8 CH 3 


m ^y f^} 

NHBOC N 
H 


AS' 


45 


NHCO(CH 2 ) 8 CH 3 


T- NHj N 
n 


AS 


46 


NHCO(CH 2 ) 8 CH 3 


V "T' V * NH 2 


O NH 2 


47 


NHCO(CH 2 )sCH3 


HN X^CONH 2 


AS 


48 


NHCO(CH 2 ) 8 CHj 


o 


AS 


49 


NHCO(CH 2 ) 8 CHj 


O 

""T^ NHBOC 


AS 


50 


NHCOCCH 2 )sCH 3 


"•TO 




51 


NHCOCCH 2 )8CH 3 


O 

HN 

T~ NH 2 


AS 


52 


NHCO(CH 2 ) 8 CH 3 




AS 


54 


NHCO(CH 2 ) 8 CH 3 




AS 
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55 


NHCOCCH 2 )8CH 3 


o 

I /=\ 

1 NHBOC 


■TO 


56 


NHCOCCH 2 )8CH3 


yon 


1 r 
+ 0 


58 


NHCO(CH 2 ) 8 CH 3 


NH 

A 

HM NM 


to 


60 


NHCO(CH 2 )8CH3 


Q 

1 NH2 NH v 


O NH 2 


©1 






+ 0 


62 


NHCO(CH 2 )gCH3 










F 


-f XJ 


64 


NHCO(CH 2 ) 8 CH 3 


asV-tV 

H 


O NH 2 


65 


NHCO(CH 2 ) 8 CH 3 


NH 2 O NH q 




66 


NHCO(CH 2 ) g CH 3 


T" ft Ha N 
H 




67 


NHCO(CH 2 ) 8 CH 3 






68 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


69 


NHCO(CH 2 ) 8 CH 3 


~T NH Z 




72 


NHCO(CH 2 ) 8 CH 3 




AS 


73 


NHCO(CH 2 ) 8 CH 3 


O 

nh 2 N ^ 


O NH 2 
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74 


NHCO(CH 2 ) 8 CH 3 




-AS 


75 


NHCO(CH 2 )8CH3 


1 

HN^^^NHBOC 
1 


AS 


76 


NHCOCCH 2 )8CH3 




AS 


77 


NHCO(CH 2 ) 8 CH 3 


NH(CH 2 )20H 


AS 


78 


NHCO(CH 2 ) 8 CH 3 


HN-^ N Y NHPh 
1 N^N 


AS 


79 


NHCO(CH 2 ) 8 CH 3 




AS 


80 


NHCO(CH2)8CH 3 


H 


AS 


81 


NHCO(CH 2 ) 8 CH 3 




AS 


82 


NHCO(CH 2 ) 8 CH 3 




A5 


83 


NHCO(CH 2 ) 8 CH 3 


^^^^^^^ 




84 


NHCCKCHWgClk 






85 


NHCCKCH^CHa 




AS 


86 


9 

i NH 2 


T NH 2 


P NH a 


87 


NHCO(CH 2 ) 8 CH 3 




P Wa 


88 


NHCO(CH 2 ) 8 CH 3 




AS 


89 


NHCO(CH 2 ) 8 CH 3 


CI 


A3 
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90 


NHCO(CH 2 ) 8 CH 3 


2 


O NH 2 


91 


NHCO(CH 2 ) 8 CH 3 




AS 


92 


NHCO(CH 2 ) 8 CH 3 


HN'^^*^^ ^ — NEtj 


O NH 2 

4^ 


93 


NHCO(CH 2 ) 8 CH 3 




AS 


94 


NHCO(CH 2 ) 8 CH 3 


HN O n Pr 


AS 


95 


NHCO(CH 2 ) 8 CH 3 




AS 


96 


NHCO(CH 2 )gCH 3 




O NH 2 

-TO 


97 


NHCO(CH 2 ) 8 CH 3 




AS 


98 


NHCO(CH 2 ) 8 CH 3 




AS 


99 


NHCO(CH 2 ) 8 CH 3 




AS 


100 


NHCO(CH 2 ) 8 CH 3 






101 




tl /r- NH 


A6 


102 


NHCO(CH 2 ) Il CH 3 


A^> 


A3 


103 


NHCCKCHOsCHb 




AS 


104 


NHCO(CH 2 ) 8 CH 3 




AS 
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105 


NHCO(CH 2 ) 8 CH 3 


NCfe 


O NH 2 

-TO 


106 


NHCOCCH 2 ) 8 CH3 




O NH 2 

-TO 


107 


NHCO(CH 2 ) 8 CH 3 




AS 


108 


NHCOCCH 2 ) 8 CH 3 


CI 


AS 


109 


NHCO(CH 2 )gCH 3 




AS 


110 


NHCO(CH 2 ) 8 CH 3 






111 


NHCO(CH 2 ) 8 CH 3 




AS 


112 


NHCO(CH 2 ) 8 CH 3 


\\ %y %y> I 


AS 


113 


NHCO(CH 2 ) 8 CH 3 




-no 


114 


NHCO(CH 2 ) 8 CH 3 




AS 


115 


NHCO(CH 2 ) 8 CH 3 


NC 


AS 


116 


NHCO(CH 2 ) 8 CH 3 




-TO 


117 


NHCO(CH 2 ) 8 CH 3 




o rsiH 2 

A^ 


118 


NHCO(CH 2 ) 8 CH 3 


2 


AS 


119 


NHCO(CH 2 ) 8 CH 3 




AS' 
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120 


NHCOCCH 2 ) 8 CH3 




AS 


121 


NHCO(CH 2 ) 8 CH 3 






122 


NHCOCCH 2 ) 8 CH 3 




O NHj 

-no 


i a j 








124 


NHCO(CH2)8CH3 




AS 


125 


NHCO(CH2)8CH3 


2 


IT" 


126 


NHCO(CH2)8CH3 


N ' 2 


0 NH2 


127 


NHCOCCH 2 )8CH3 




Q NlHj 

-TO 


128 


NHCO(CH 2 )8CH 3 


2 


A3 


129 


NHC<XCH 2 ) S CH 3 




AS 


130 


NHCO(CH 2 ) 8 CH 3 






131 


NHCO(CH 2 )8CH3 


«(xo) 


AS 


132 


NHCO(CH 2 ) 8 CH 3 


/ OMe\ 

2 


O NH 2 


133 


NHCO(CH 2 )«CH3 




AS 
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134 


NHCO(CH 2 )«CH3 




AS 


135 


NHCO(CH 2 ) 8 CH 3 




as 


136 


NHCCKCH2) 8 CH3 


H -no 


AS 


137 


NHCOCCH 2 )8CH3 




AS 


138 


NHCO(CH 2 ) g CH 3 




-no 


139 


NHCO(CH 2 ) 8 CH 3 




-no 


140 


NHCO(CH 2 ) 8 CH 3 




AS' 


141 


NHCO(CH 2 ) 8 CH 3 


\ O / 2 




142 


NHCO(CH 2 ) 8 CH 3 




AS' 


143 


IN iiCvJ(C rl2j8^«3 




-no 


1 A A 

144 


IN JlC KJ tl2 J8^« 3 




-no 


145 


NHCO(CH 2 ) 8 CH 3 


/ \ 


O NHa 

-no 


146 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ji 1 

-no 


147 


NHCO(CH 2 ) 8 CH 3 






148 


NHCO(CH 2 ) 8 CH 3 




AS" 
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149 


NHCO(CH 2 ) 8 CH 3 






150 


NHCOCCH2)8CH 3 


Ph 
r n 

1 N 
H 


AS 


151 


NHCO(CH 2 ) 8 CH 3 




AS 


152 


NHCO(CH 2 ) 8 CH 3 


<tco), 


O NH 2 

Ai> 


153 


NHCO(CH 2 ) 8 CH 3 






154 


NHCO(CH 2 ) 8 CH 3 


^-^O^Decyl 




155 


NHCO(CH 2 ) 8 CH 3 


^"^O n Octyl 




156 


NHCO(CH 2 )8CH 3 


HI^^Y*^ C0 2 H 


AS 


157 


NHCCKCHzJsCHa 




AS 


158 


NHCO(CH z ) 8 CH 3 




■TO 


159 


NHCO(CH 2 )sCH 3 


i 


0 NH 2 

-no 


160 


NHCO(CH 2 ) 8 CH 3 




AS 


161 


NHCO(CH 2 ) 8 CH 3 




AS' 


162 


NHCO(CH 2 ) 8 CH 3 




AS 


163 


NHCO(CH 2 ) g CH 3 




AS 
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164 


NHCO(CH 2 ) 8 CH 3 




-A3 


165 


NHCO(CH 2 )„CH 3 




A3' 


166 


NHCO(CH 2 ) 8 CH 3 


p 


AS 


167 


NHCCKCHa)8CH 3 






168 






+ u 


169 


NHCO(CH 2 )gCH3 






171 


NHCO(CH 2 ) 8 CH 3 


J f\XX ) 




172 


NHCO(CH 2 ) 8 CH 3 




AS 


173 


NHCO(CH 2 ) g CH 3 


K -ra„ 




174 


NHCO(CH 2 )8CH 3 




AS 


175 


NHCCXCH 2 )gCH 3 


"Penlyl 


AS 


176 


NHCO(CH2)8CH 3 




AS 


177 


NH 2 




AS 


178 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


179 


NHCO(CH 2 ) 8 CH 3 


HN-V~O" NHB0C 
~T NHj 


O NHj 

Ab 
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180 


NHCO(CH 2 ) 8 CH 3 


HT NH=moc 


O NH 2 


181 


NHCONH(CH 2 )ioCH 3 


~r 


A3 


183 


NHCOCCH 2 )8CH 3 


^ '2 


A5 


184 


NHCO(CH 2 ) 8 CH 3 






185 


NHCO(CH 2 ) g CH 3 


OH 

1 


0 NH 2 


186 


NHCO(CH 2 ) 8 CH 3 


( ?~\\ 

JL JO \ 


O NH 2 
II 

•A? 


187 


NHCO(CH 2 ) 8 CH 3 


O — \ 


o rtrij 


192 


NHCO(CH2)gCH3 


o 




194 


NHCO(CH 2 )8CH 3 




O NH 2 


195 


NHCO(CH 2 ) 8 CH 3 


2 




196 


NHCO(CH 2 ) 8 CH 3 




AS* 


197 


NHCO(CH 2 ) 8 CH 3 




AS 


198 


NHCO(CH 2 )gCH 3 




+ o 


199 


NHCO(CH 2 ) 8 CH } 




O NHj 


200 


NHCO(CH 2 )8CH 3 




Ao 
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201 


NHC<XCH 2 )gCH 3 






202 


NHCO(CH2)8CH3 


H -rl^Cl ) 

\ p 




203 


NHCOCCH 2 )8CH3 




-no 


204 








205 


NH(CH 2 )gCH 3 






206 


NHCO(CH 2 )$C02Me 


O 

H 


-no 


207 


NHCO(CH2)<sC02Me 


o 

H 


-no 


208 


NHCO(CH 2 ) B CH 3 


T ph 




209 


NHCO(CH 2 ) 8 CH 3 


N0 2 


AS 


210 


NHCO(CH 2 )gCH 3 


CI 


O NH2 

-MO 


211 


NHCO(CH 2 ) 8 CH 3 


w /=\ 

OBn 


Q NH a 


212 


NHCO(CH 2 )8CH 3 


~~ N 




213 


NHCO(CH 2 ) 6 NHBoc 


I^NHBoc *^ M ^ 

H 


AS 


214 


NHCO(CH 2 ) 7 NHBoc 


H 


AS 



Page 25 of 69 

PACE 31/75 " RCVD AT 1/14/2008 1:20:01 PM [Eastern Standard Time] " SVR:USPTO-EFXRF-6/42 * DNIS:2738300 * CStD:412S31S526 * DURATION (mm-ss): 20-00 



Jan 14 2008 2:21PM Cubist Pharmaceuticals 
US Serial No. 09/737,908 



412531552G 

Attorney Docket No. C059-03 US 



p. 32 



215 


NHCO(CH 2 )ioNHBoc 


N 
H 


AS 


216 


NHCO(CH a )uNHBoc 


o 

i NrloO C 

H 




217 


NHCO(CH 2 )ioNH 2 


H 


AS 


218 


NHCO(CH 2 )iiNH 2 


1 NH 2 Sl*^ 
H 


AS 


219 




o 


O NH 2 

+ 1J 


220 


NHCONH(CH 2 )nCH 3 


Q 

H 




222 


NHCO(CH 2 ) 8 CH 3 


~r\ n / 2 


AS 


223 


NHCO(CH2)8CH3 


n 


A3 


224 


NHCO(CH2)8CH 3 


T~ NHBOC 


A5 


225 


KHCO(CH2)gCH3 


HN "T" - " ^-' NH 2 

~T~ NH 2 


A5 


226 


NHCCKCH 2 )gCH3 


0 


A5 


227 


NHCO(CH 2 ) 8 CH 3 




AS 


228 


NHCO(CH 2 ) 8 CH 3 


t^rO J k><>' 


A5 


229 


NHCO(CH 2 )»CH 3 




A5 
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230 


NHCO(CH 2 ) 8 CH 3 


Ct 


A5 


231 


NHCCKCH 2 )8CH3 


1 Ph 


AS 


232 


NHC<XCH 2 )8CH3 


O 


AS 


233 


NHCO(CH 2 ) 8 CH 3 




AS 


234 


NHCO(CH 2 ) 8 CH 3 




AS 


235 


NHCO(CH 2 ) 8 CH 3 




At.' 


236 


NHCO(CH 2 ) 8 CH 3 






237 


NHCO(CH 2 ) 8 CH 3 




AS 


238 


NHCO(CH 2 ) 8 CH 3 




AS 


239 


NHCO(CH 2 ) 8 CH 3 




AS 


240 


NHCO(CH 2 ) 8 CH 3 


Ci 


A5 


241 


NHCO(CHa) 8 CH3 




O NH 2 

+ o 


242 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


243 


NHCO(CH2) 8 CH 3 




AS 


244 


NHCCKCH2) 8 CH 3 




AS 


245 


NHCCKCHWsCHj 




A5 
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246 




O _ 

nr nh 2 


O NH 2 

~r Jj 


247 


^ c y 


o _ 

nr A* 


O NHa 

~r \J 


248 


1 


o _ 




249 




nr nh 2 «Lj^ 




250 




o 

^xxP 

H 


O NH 2 

+ u 


251 






A3 


252 


NHCO(CH 2 ) 8 CH 3 






253 


NHCO(CH 2 ) 8 CH 3 




n^6 


264 








265 


NHCO(CH 2 )8CH 3 


nr ^_J,n 




266 


NHCO(CH 2 ) 8 CH 3 


NO* 




267 


NHCO(CH 2 ) 8 CH 3 


HN^^f ^^J^ J* 

' NCfc O 


XT 


268 


NHCO(CH 2 ) 8 CH 3 






269 


1 


1 NHBoc ^pj 


Q NH 2 
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271 


NHCO(CH2)8CH3 


1 


A? 


272 


NHCO(CH2)8CH3 






273 


NHCCKCH2)8CH 3 


L \ 

<coJ, 


ft *}»* 

-no 


274 


NHCO(CH 2 )8CH3 




-AS 


275 


NHCO(CH 2 )8CH3 






276 


NHCO(CH 2 )bCH 3 




O KH 2 

-no 


277 


NHCO(CH 2 ) 8 CH3 


.N. 

OH 


-AS 


278 


NHCO(CH 2 ) 8 CH 3 


--rax 


O NH 2 


279 


NHCO(CH 2 ) 8 CH 3 




O NHj 

-no 


280 


NHCCXCHOgCHj 


--too. 


-no 


281 


NHCO(CH 2 ) g CHj 




-no 


282 


NHCO(CH 2 )gCH 3 




JUT* 

-no 


283 


NHCO(CH 2 )gCH3 




-AS 


284 


NHCO(CH 2 ) 8 CH 3 




-no 



Page 29 of 69 

PAGE 35/75 * RCVD AT 1/14/2008 1:20:01 PM [Eastern Standard Time] * 8VR:USPTO-EFXRF-0/42 * DNI8:2738300 * CSID:4125315526 * DURATION (mm-ss):20-00 



Jan 14 2008 2:22PM 



Cubist Pharmaceuticals 



412531552G 



p. 36 



US Serial No. 09/737,908 Attorney Docket No. C059-Q3 US 



285 


NHCO(CH 2 ) 8 CH 3 


CI 


4^x5 


286 


NHCCKCH 2 )8CH3 


o 




287 


NHCO(CH2)«CH 3 






288 


NHCO(CH 2 ) 8 CH 3 


OH 


O NH 2 


289 


NHCO(CH 2 ) 8 CH 3 






290 


NHCO(CH 2 ) 8 CH 3 


NO z 


AS' 


291 


NHCO(CH 2 ) 8 CH 3 


OH 

CI 


-no 


295 


NHCO(CH2)uCH 3 


o 

HN *^Y^v^ — NHBoc 
T NHBoc 




296 


NHCO(CH 2 ),oCH 3 


HN NHBOC 
NHBoc 


A3 


297 


NHCX^CCHj^CHj 


O 

H N -J^^^^v^- N H BOC 
~P NHBOC 




298 


NHCONH(CH 2 ) 7 CH3 


O 

HN NH BOC 
"T" NHBoc 


Ai) 


299 


NHCONH(CH 2 )ioCH 3 


H N ^y^^^n^- NH Boc 
NHBoc 


AS 


300 


NHCONH(CH 2 )nCH 3 


HN ^>s^^^ — ^NHBoc 
NHBoc 


AS 


301 


NHCO(CH2)nCH 3 


O 

T" NH 2 


AS 
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302 


NHCO(CH 2 ),oCH 3 


1 NH 3 


AS 


303 


NHCO(CH 2 ) 9 CH 3 


O 

HN-^V^ NHj 

~f~ NH 2 


AS 


304 


NHCONH(CH 2 )tCH 3 


~r- nh 2 


AS 


305 


NHCONH(CH 2 )ioCH 3 


o 

*T~ NH 2 


Ab 






O 

. ... >k^~v>^^.NH 0 

HN — 2 

1 NH 2 


AC 


307 


NHCO(CH 2 )9CH3 


' NHBoc 

H 


AX 


308 


NHCO(CH 2 )ioCH 3 


O 

1 NHBoc ^jj' 




309 


NHCO(CH 2 )ioCH 3 


O 

1 NH 2 N 
* H 


A£ 


310 


NHCO(CH 2 ) 9 CH 3 






311 


NHCONH(CH 2 )tCH3 


O 


A3 


315 


NHCONH(CH 2 >7CH3 


OCH* 


AS 


316 


NHCONH(CH 2 >7CH3 


hnWi 

T" HN 


P NHj 


317 


NHCONH(CH 2 )7CH3 




AS 


318 


NHCO(CH 2 ) 9 CHj 


oen, 

it 


O NHj 

4^6 
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319 


NHCO(CH 2 )9CH3 




O NH 2 


320 


NHCO{CH2)mCH3 




O NH, 


321 


NHCOCCH 2 )nCH 3 




AS 


322 


NHCO(CH 2 )nCH3 


T" HN- 1 




323 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

-no 


324 


NHCO(CH 2 ) 8 CH 3 


CIS 


O NH 2 

-no 


325 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

-TO 


326 


NHCO(CH 2 ) 8 CH 3 


F 


AS 


327 


NHCO(CH 2 ) 8 CH 3 




-no 


328 


NHCO(CH 2 ) 8 CH 3 




Aj 


329 


NHCO(CH 2 )8CH3 


CPs 


AX' 
+ U 


330 


NHCO(CH:>)sCHi 




•f IJ 


331 


NHCO(CH 2 ) 8 CH 3 


H ~ncc N Vr cFs 

CF 3 


O NHk 
11 1? 

-no 


332 


NHCOCCH^oCH, 




AS 


333 


NHCO(CH 2 ), 0 CHj 




O NHj 

Ai 
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334 


NHCO(CH 2 )ioCH 3 




-AS 


335 


NHCONH(CH2)nCH 3 


_ N — 


ft MM. 

-AS 


336 


NHCONH(CH2)i 1CH3 




O NH 2 

11 

+ 0 


337 


NHCONH(CH 2 )i 1CH3 


OCH, 

1 


-f- u 


338 


NHCO(CH2) 12 CH 3 


0 

• NHBoc H 


-TO 


339 


NHCO(CH 2 )i 2 CH 3 




AS' 


340 


NHCO(CH 2 )i2CH 3 


O 

~T" NHBoc 


-AS 1 


341 


NHCO(CH 2 )i2CH 3 


O 

HN^Y^^ NH * 

NH 2 


O NH a 


•3 A £ 

345 


TvTTT/~»/~l/'/"*iTT \ PIT 

IMrlL.<J^Cri2)i2Url 3 




AX" 


346 


NHCO(CH 2 ) 12 CH3 


PI 




347 


NHCO(CH 2 )7CH 3 


N 
H 


O NHs 

-TO 


348 


NHCO(CH 2 ) 7 CH 3 




AS 


349 


NHCO(CH2) 7 CHj 




A6 


350 






AS 


351 


NHCO(CH 2 )nCH 3 


O NH2 

H -Ai 


AtS 



Page 33 of 69 



PACE 39/75 * RCVD AT 1/14/2008 1:20:01 PM [Eastern Standard Time] " SVR:USPTO-EFXRP-6/42 * DNIS: 2738300 * CSID:4 12531 5526 ■ DURATION (mm-ss): 20-00 



Jan 14 2008 2:23PM Cubist Pharmaceuticals 
US Serial No. 09/737,908 



412531552G 

Attorney Docket No. C059-03 US 



p. 40 



352 


NHCONH(CH 2 )ioCH 3 


H A6 


A6 


355 


NHCONH(CH 2 )i 0 CH 3 


T HN^ 


Q NH2 

•no 


356 


NHCONH(CH 2 ), 0 CH 3 


N 
H 


O NH a 

no 


358 


NHCO(CH 2 ) 8 CH 3 


1 ri 


AS 


359 


NHCO(CH 2 ) 8 CH 3 






360 


NHCO(CH 2 ) 8 CH 3 


•2sr s O~?~ , O c * 

t o 




361 


NHCO(CH 2 ) 8 CH 3 




AS 


362 


NHCO(CH 2 ) 8 CH 3 




AS 


363 


NHCO(CH 2 ) 8 CH 3 






364 


NHCO(CH 2 ) 8 CH 3 




AS 


365 


NHCO(CH 2 ) 8 CH 3 




AS 


366 


NHCO(CH 2 ) 8 CH 3 


»t — o — — 


AS 


367 


NHCO(CH 2 )8CH 3 


MeO 


O NH 2 

no 


368 


NHCO(CH 2 ) 8 CH 3 






369 


NHCO(CH 2 ) 8 CH 3 






370 


NHCO(CH 2 ) 8 CH 3 




O NH* 

no 
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371 


NHCO(CH 2 )gCHj 






372 


NHCO(CH 2 ) 8 CH 3 




4*5 


373 


NHCCKCHzhCHj 


CI 


4*5 


374 


NHCO(CH 2 )8CH3 




4*5 


375 


NHCO(CH 2 ) 8 CH 3 


F 


A5 


376 


NHCO(CH 2 ) 8 CH 3 


F 


4*5 


377 


NHCO(CH 2 ) B CH 3 


I — o 




378 


NHCO(CH 2 )«CHj 






379 


NHCO(CH 2 )aCH 3 


CI 


4*5 


380 


NHCO(CH 2 ) 8 CH, 


1 o 


4*5 


3S1 


NHCO(CH 2 ) 8 CHj 


HjrO-|- |l -p- F 


4*5 


382 


NHCO(CH 2 )8CHj 


F 


/5 


383 


NHCO(CH 2 ) 8 CH 3 




4*5 


384 


NHCO(CH2)gCH 3 


Q 


4*5 


385 


NHCO(CH 2 ) g CH 3 




4*5 


386 


NHCOCCH 2 )8CH 3 
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387 


NHCCKCH^gCHj 




^5 


388 


NHCCXCHrOsCHj 


Q 


A^ 


389 


NHCO(CH 2 ) 8 CH 3 


01 


-TO 


390 


NHCO(CH 2 ) 8 CH 3 


CI 


AS 


391 


NHCO(CH 2 ) 8 CH 3 




A3 


392 


NHCO(CH 2 ) 8 CH 3 


rO"! O^, 


AS 


393 


NHCO(CH 2 )sCH3 


m O 


AS 


394 


NHCO(CH 2 ) 8 CH 3 


T o 


AS 


395 


NHCO(CH 2 ) 8 CH 3 


1 o — 


AS' 


398 


NHCO(CH 2 ) 8 CH 3 




AS 


399 


NHCO(CH 2 ) 8 CH 3 




AS 


400 


NHCO(CH 2 )8CH 3 


0 


Ab 


401 


NHCO(CH 2 ) 8 CH 3 


H -noo 
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402 


NHCOCCH 2 )8CH 3 


Ii T 1 
H»N— 4> id 


A5 


403 


NHCO(CH 2 ) 8 CH 3 


traps 

0 


AS 


404 


NHCO(CH 2 ) 8 CH 3 


OH 


AS 


405 


NHCO(CH 2 ) 8 CH 3 


H fI^O 

o 


O NH 2 


ACUL 

t-UO 




CO 




407 


NHCO(CH 2 ) 8 CHj 


XJWy^v II 1 1 


AX? 


408 


NHCO(CH 2 ) 8 CH 3 


? 


A5 


409 


NHCO(CH 2 ) 8 CH 3 




AS 


410 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ab 



14. (Original) The compound according to claim 13 wherein the 

compound is 
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Cpd# 


R 


R' 


R 2 


45 


NHC<XCH 2 ) 8 CH3 





O NH 3 


54 


NHCO(CH2) 8 CH 3 


Htt -^Y^^^' **** 

NH 2 


AS 


76 


NHCO(CH2) a CH 3 


HN ^ v ' 


AS 


81 


NHCO(CH 2 ) 8 CH 3 




AS 


85 


NHCO(CH 2 )»CH 3 


<JH 3 
"T" N— * 
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15. (Previously presented) A compound of formula (I) according to claim 
3, wherein R is lSfHCO-[(C6-CH)-alkyl]-CH 3 , and R 1 and R 2 are selected from: 
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1 6. (Original) The compound according to claim 1 5, wherein R is NHCO- 
[(CH 2 )6-h]-CH 3 . 
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17. (Previously presented) A pharmaceutical composition comprising the 
compound according to either-one of claims 3 or 4 and a pharmaceutically acceptable 
carrier. 

18. (Original) A method of treating a bacterial infection in a subject, 
comprising the step of administering the pharmaceutical composition according to claim 
17 to a subject in need thereof for a time and under conditions effective to ameliorate said 
bacterial infection 

1 9. (Original) The method according to claim 1 8, wherein said subject is a 
human, an animal, a cell culture or a plant. 

20. (Original) The method according to claim 18, wherein said bacterial 
infection is caused by a gram-positive bacteria. 

2 1. (Previously presented) The method according to claim 20, wherein 
said bacteria is an antibiotic-resistant bacteria that is resistant to an antibiotic that is not 
included within the scope of Formula (I). 

22. (Original) The method according to claim 21, wherein said antibiotic- 
resistant bacteria are resistant to vancomycin, methicillin, glycopeptide antibiotics, 
penicillin or daptomycin. 

23. (Previously presented) The method according to claim 18 3 further 
comprising the step of co-administering more than one compound of Formula (I) 
according to either of claims 3 or 4 to a subject in need thereof 

24. (Previously presented) The method according to claim 1 8, further 
comprising the step of co-administering a second antimicrobial agent wherein said second 
antimicrobial agent is not included within the scope of Formula (I). 
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25. (Previously presented) The method according to claim 24, wherein 
said antimicrobial agent is penicillins, carbapenems, cephalosporins, aminoglycosides, 
bacitracin, gramicidin, mupirocin, chloramphenicol, thiamphenicol, fusidate sodium, 
lincomycin, clindamycin, macrolides, novobiocin, polymyxins, rifamycins, 
spectinomycin, tetracyclines, vancomycin, teicoplanin, streptogramins, anti-folate agents, 
trimethoprim, pyrimethamine, nitroimidazoles, quinolones, fluoroquinolones, isoniazid, 
ethambutol, pyrazinamide, para-aminosalicylic acid (PAS), cycloserine, capreomycin, 
ethionamide, prothionamide, thiacetazone, viomycin, eveminomicin, glycopeptide? 
glycylcycline, ketolides.-oxazolidinones, imipenen, amikacin, netilmicin, fosfomycin, 
gentamicin, ceftriaxone, ZIRACIN (56-deacetyl-57-demethyl-45-0-de(2-methyl-l- 
oxoprorjyl>12-CK2,3,6-uideoxyO-C-memyl-4^-memyl-3-mrrc-alp^ 
hexopvranosyl)flambamycin), LY333328 (oritavancin), , linezolid (N-[[(5S>3-[3-fhxoro- 
4-(4-morpholinyl) phenyl]-2-oxo-5-oxazolidmyl]metbyl]acetamide), SYNERCID 
(dalfopristm-quinupristin), aztreonam (2-[[(Z)-[l-(2-amino-4-thiazolyl)-2-[[(2S^S)-2- 
methyl-4-oxo- 1 -sulfo-3-azeudinyI] anuno]-2-oxoethylidene]arnino]oxy]-2-methyl- 
propanoic acid), metronidazole (2-memyl-5-mn-o-lH-uiiidazole-l-ethanol), epiroprim (5- 
[[3,5KJiethoxy-4-(lH-pyirol-l-yl)pheny^ 
[[(2S>2-armno-3-methyl-lK)xobutyl]arr^ 
[(lRH-MroxyemylH-memyl-7K>xo-l-azab^ 

thio-D-threo-pentitol), GV-143253 (trinem), sanfetrinem ((IS, 5S, 8aS, 8bR)-l, 2, 5, 6, 7, 
8, 8a, 8b^tahy&o-l-[(lR)-l-hydroxyetoy^^ 

carboxylic acid), CS-834 ((4R, 5S, 6S)-6-[(lR)-l-hydroxyethyl]-4-methyl-7-oxo-3- 
[[(3R>5-oxo-3-pyrrolidinyl]thio]-l-azabicyclo [3.2.0]hept-2-ene-2-carboxyIic acid (2,2- 
dimethyl- 1 -oxopropoxy)methyl ester), biapenem (6-[[(4R,5S,6S)-2-carboxy-6-[(lR)-l- 
hydroxyemyl]^-memyl-7-<>xo-l-azabi^ 

pyrazolo[l,2-a][l^,4]triazol-4-ium inner salt), KA 159 (stipiamide), dynemicin A 
((lS,4R,4aR,14S,14aS,18Z)-l,4,7, 12,1 3, 14-hexahydro-6,8,l 1 -trihydroxy-3-methoxy-l- 
methyl-7, 12-dioxo-4a, 14a-epoxy-4,l 4-[3]hexene[ 1 ,5]diynonaphtrK>[2,3-c]phenantriridine- 
2-carboxylic acid), DX8739 ((4R,5S,6S)-3.[[(3S,5S)-5-[[4-[(2S>5.amino-2-hydroxy-l- 
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oxopentyl]- l-pipera^ayl]carbonyl]-3-pym>lidinyl]thio]-6-[(l R> 1 -hydroxyethyl]-4- 
methyl-7-oxo-l-azabi<^^ acid), DU 6681 ((4R,5S S 6S>3- 

[[(6S)-6J-dihydro-5H-pyro^ 

methyl-7-oxo-l-azabicyclo[3.2.0] hept-2-ene-2-carboxylic acid), cefluprenam ((2E)-N-(2- 
amino-2K>xoethyl>3-[(6R,7R)-7-[K^ 

methoxy)imino]acetyl] amino] -2-carboxy-8-oxo-5-thia-l -azabicyclo[4^.0]oct-2-en-3-yl]- 
N-ethyl-N-methyI-2-propen-l-airunium inner salt), ER 35786 ((4R,5S,6S)-6-[(lR)-l- 
hyd^xyethyl]-3-[[(3S,5S)-5-[(R)-hydmxy(3R)0-pyrrolidinylm 
pyrrolidinyl]thio]-4-methyl-7-oxo-l -azabicycIo[3.2.0]hept-2-ene-2-carboxyIic acid 
monohydrochloride), cefoselis ((6R,7R)-7-[[(2Z)-(2-amino-4-thiazolyl)(methoxy 
imino)acetyl]aminoH-^^^ 

yl]methyl]-8<>xo-5-thia-l-azabi^ sanfetrinem 
cclexetil ((1 S,5S,8aS,8bR)- 1 ,2,5,6, 7,8,8a,8^octahydro-l -[(1R)- 1 -hydroxyethyl]^5- 
methoxy-2-oxo-azeto[2,l-a]isoindolc-4-carboxylic acid l-[(cyclohexyloxy)carbonyl] 
oxy]ethyl ester), cefpirome (l-[[(6R,7R)^7-[[(2Z)-(2-amino-4- 

tMazolyl)(methoxyimino)acetyl] amino]-2-carboxy-8-oxo 5-thia- 1 -azabicyclo[4.2.0]oct- 
2-en-3-yl]methyl]-6 J^lihydro-5H^yclopenm|b]p}Tidinium inner salt), HMR-3647 (3- 
de[(2 5 6Hjideoxy-3-C-methyl-3-0-m^ 11,12- 
dideoxy-6^-methyl-3-oxo-l 2, 1 1 -[oxycarbonyl[[4-[4-(3-pyridinylH H-imidazoi-1 - 
yl]butyl]imino]]^iythromycin), RU-59863 (C-7 catechol substituted cephalosporin), KP 
736 ((6R,7R)- 7-[[(2ZH2^ino-4-tluazo^ 

pyridinyL)methoxy] imino]acctyl]amino]-8-oxo-3-[(l ,23-thiadiazol-5-ylthio)methyl]-5- 
thia-l-azabicyclo[4.2.0]oct-2-ene-2-carboxylic acid disodium salt), Rifalazil (1\4- 
didehy dro- 1 -deoxy- 1 ,4-dihydro-3 Miydroxy-544^2-rnethylpropyl)- 1 -piperazinyl]- 1 -oxo- 
rifamycin VIH, MEN 10700 ((5R,6S)-3-[[(2-ammo-2-oxoethyl)m 
[(lR>l-hydroxyethyl]-7K)xo^thia-l-azabicyclo[3.2.0]hept-^ acid), 
lenapenem ((4R,5S,6S)-6-[(lR)-l-hydroxyethyl]-3-[[(3S,5S)-5-[(lR)-l^ 
(methyIamino)propyl]-3-pyr^ 

ene-2-carboxylic acid), BO 2502A ((4R,5S s 6S)-3-[(2S,3 , S,4S)-[2,3'-bipyrrolidin]-4' 
ylthio]-6^(lR>l-hydroxyethyl]^^ 
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carboxylic acid), NE-1530 (3'-sialyllacto-N-neotetraase), K130 (5-[[4-[3-[[4-[(4- 
amhiophenyl)sulfonyI]phenyl]a^ methyl] -2,4- 

pyrimidinediamine), PD 138312 ((R> 7-[3-(l-amino-l-:methyte^^ 
cyclopropyl-6-fluoro-l,4-dihy^ acid), PD 

140248 (7^(3R>3-[(lS)-l-aminoe^ 

l,4-dihydn>^-oxo-l,8-naph^ acid), CP 111905 (5-deoxy-5-[[(2E)-3- 

[3 -hydroxy-4-(2-propenyloxy)phenyl]-2-methyl- 1 -oxo-2-propenyl]amino]-1^2-0- 
methylene-D-neo-inositol), sulopenetn ((5R,6S)-6-[(lR)-l-hydroxyethyl]-7-oxo-3- 
[[(lR^S)-teti^ydro-l-ox^ 

carboxylic acid), ritipenam acoxyl ((5R,6R)-3-[[(aminocarbonyl)oxy]methyI]-6-[(lR)-l- 
hydroxyethyl]-7-oxo-4-thia- 1 -azabicyclo[3 ,2.0]hept-2-ene-2 -carboxylic acid 
(acetyloxy)methyl ester), RO-65-5788 ((6R,7R)- 7-[[(2Z)-(5-amino-l,2,4-thiadiazol-3- 
yl)(hydn>xyimino)acetyl^ 
yl)methoxy]<wrx>nyl]-2-oxo[l^ 

azabicyclo[4.2,0]oct-2-ene-2-carboxylic acid monosodium salt), Sch-40832 (N-[[48-[l- 

[[2»6-dideoxy-3-O-(2,6-dideoxy-D-arabino-hex0T^ 

hexopyrmio^l]oxy]ethyl]-15^ 

29,4 1 ,42-octadecahydxo-4 1 -hydroxy- 1 2,45-bis(l -hydroxyethyl)- 1 -(hydroxymethyl>-22- 

(l-hydroxy-l-methylpropyl)-36-m 

10,13,20,27,38,49,52,55,58-nonaoxo-l8H^ 

ethaninrinoethanimm^ methano)-9,6:l 9,16:26,23:33,30- 

tetranitrilo-16H,33aH-ir^ [3,2-m][l,l 1,17,24,4,7,20, 

27]tetratMatetraazacyclotriacontin- 1 -yl]carbo ny l]-2,3-didehydroalanyl-2,3-didehydro- 
alanine methyl ester stereoisomer), micacocidin A ((OC-6-26-A)-[(4S)-2-[(2S)-2- 
[(2R,4R>2-[(4RM,5-dihydn)-2-p^ 

.kappa # N3]-3-methyl-4-thia2olidinyl-.kappa.N3 ]-2-(hydroxy-.kappa.O>l , 1 - 
dimethylethyl]^,5<lihydro^m ,kappa«04]- 
Zinc), SR-15402 ((lS,5S,8aS,8bR)-l^,5,6J,8,8a,8b-oc^^ 

2-oxo-5-[(3S)-3-pyrrolidmy^ acid), TOC 39 (1- 

(2-ammo-2-oxoe%l)-4-[[0^ 
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(hydtoxyimino)acetyl]amino]-2-carboxy-8-oxo-5-thia- 1 -azabicyclo [4 . 2 .0]oct-2-en-3- 
yi]ethenyl]thio]-pyridinium inner salt), carumonam ([[(Z)-[2-[[(2S,3S>-2- 
[[(aminocarboiiyI)oxy]methyl]-4-oxo- 1 -sulfo-3-azetidinyl]amino]-l-(2-amino-4- 
thiazolyl)-2-oxoethy]idene]amino]oxy]-acetic acid), cefozopran (l-[[(6R,7R)-7-[[(2Z)-(5- 
amino-l,2,4-thiadiazol-3-yI)(methoxy imino)acetyl] amino] -2-carboxy-8-oxo-5-thia- 1 - 
azabicyclo[4.2.0]oct-2-en-3-yl]meuVl]-imidazo[l,2-b] inner salt), cefetamet 

pivoxil ((6R,7R)-7-[[(2Z)-(2-amino-4-thiazolyi)(methoxy imino)acety]}amino]-3-inethyl- 
8-oxo-5-thia-l-azabicyclo[4.2.0]oct«2-ene-2-carboxylic acid (2,2-dimethyM- 
oxopropoxy)methyl ester), and T 381 1 (des-F(6)-quinolone). 

26, (Previously presented) The method according to claim 24, wherein 
said antimicrobial agent is selected from the group consisting of imipenen, amikacin, 
netilmicin, fosfomycin, gentamicin, ceftriaxone, teicoplanin, ZIRACEN, LY333328, 
CL331022, HMR3647, linezolid, SYNERCID, aztreonam and metronidazole. 

27, (Previously presented) The method according to claim 19, wherein 
said subject is selected from a human or an animal. 

28, (Original) The method according to claim 27, wherein said subject is a 

human. 
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29. (Original) The compound of claim 3 having the formula (111): 
O NH 2 




wherein R 5 is hydrido or a_carbamate amino protecting group,; wherein R 16 is 




NH 2 



andjwherein, R is an amino acid side chain. 

30. (Original) The compound according to claim 29 selected from: 



Compound # 


R 16 


45 


H 2 N 
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70 



Compound # 


R 16 


54 


o 

H 2 N 


79 


/=\ 

B 


80 


OCH 3 

N 
H 


81 


F 

N 

1 1 


82 




84 




139 




158 




146 


ii ? 

N 


212 




85 
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Compound # 


T>!6 


174 




to 


T 

NH 2 


150 


N 


130 




138 


li Kf 


168 




274 




317 




280 




275 




283 




285 


^^^^ 

CI 
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Compound # 


R 16 


50 




38 




115 


CN 


105 


\YY NOz 


76 




147 


Sr xxb 


1 OH 




210 


'\YV N02 


107 




111 








253 
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Compound # 


R 16 


227 


o 


372 


o O 


386 





31. Canceled 



32. (Currently amended) The compound according to claim 4 wherein 
said compound is 



Cpd# 


R 






189 


NHCOCCH2ttCH3 




O NHa 

A* 










XT' 



33. (Previously presented) A compound of formula (I) according to claim 
4, wherein R is NHCO-[(C6-C,4)-alkyl]-CH 3 , and R 1 and R 2 are: 



R' 






AS 
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